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see separate sheet 



VIII. Certain observations on the international application 

The following observations on the clarity of the claims, description, and drawings or on the question whether the 
claims are fully supported by the description, are made: 
see separate sheet 
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R It mill 

Non-establishment of opinion with regard to novelty, inventive step and 
industrial applicability 

Claim 14 relates to subject-matter considered by this Authority to be covered by the 
provisions of Rule 67.1 (iv) PCT. Consequently, no opinion will be formulated with 
respect to the industrial applicability of the subject-matter of these claims (Article 
34(4)(a)(i) PCT). 

Re Item V 

Reasoned statement under Rule 66.2(a)(ii) with regard to novelty, inventive step 
or industrial applicability; citations and explanations supporting such statement 

Reference is made to the following documents: 

D1: WO 94 05659 A (SMITHKLINE BEECHAM PLC) 17 March 1994 (1994-03-17) 

cited in the application 
D2: HALEBLIAN J ET AL: 'PHARMACEUTICAL APPLICATIONS OF 

POLYMORPHISM' JOURNAL OF PHARMACEUTICAL 

SCIENCES,US,AMERICAN PHARMACEUTICAL ASSOCIATION. WASHINGTON, 
vol. 58, no. 8, 1 August 1969 (1969-08-01), pages 911-929, XP002020518 ISSN: 
0022-3549 

The present application relates to a special crystalline form of the maleic acid salt of 5- 
[4-[2-(N-methyl-N-(2-pyridyl)amino)ethoxy]benzyl]thia2olidine-2,4-dione (claims 1-8), a 
process for preparing this compound (claim 9), a pharmaceutical composition thereof 
(claim 10), the compound according to claim 1 for use as a therapeutically active sub- 
stance (claim 11) and for use in the treatment and/or prophylaxis of diabetes mellitus 
(claim 12), the usage thereof for the manufacture of a medicament (claim 13) as well as 
a method of treatment by administering the compound according to claim 1 (claim 14) 

For the assessment of the present claim 14 on the question whether it is industrially ap- 
plicable, no unified criteria exist in the PCT Contracting States. The patentability can al- 
so be dependent upon the formulation of the claims. The EPO, for example, does not 
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recognize as industrially applicable the subject-matter of claims to the use of a com- 
pound in medical treatment, but may allow, however, claims to a known compound for 
first use in medical treatment and the use of such a compound for the manufacture of a 
medicament for a new medical treatment. 

Example 1 of D1 describes a crystalline form of the maleate salt of 5-[4-[2-(N-methyl-N- 
(2-pyridyl)amino)ethoxy]benzyl]thiazolidine-2,4-dione which was characterized by 1 H 
NMR spectroscopy. It is stated in the present application that the compound described 
herein represents a different crystalline form of this known compound. There are no 1 H 
NMR data given in the present application, the different preparation procedures in the 
prior art and the present application make it however plausible that the maleate salt de- 
scribed in the present case is indeed a different crystalline form. 

In D1 (p. 1 , lines 24-25) it is emphasized that the salts of the compounds I (of which 5- 
[4-[2-(N-methyl-N-(2-pyridyl)amino)ethoxy]benzyl]thiazolidine-2,4-dione is a represen- 
tative) are characterized by significant formulation and bulk handling advantages. 

D2 generally relates to polymorphism of pharmaceutical^ useful substances. 

Therefore the subject-matter of claims 1-13 according to the present case is deemed to 
be novel in the sense of Article 33(2) PCT. 

The problem of the present application was to provide 5-[4-[2-(N-methyl-N-(2-pyridyl)a- 
mino)ethoxy]benzyl]thiazolidine-2,4-dione in a form which is particularly suitable for 
bulk preparation and handling. 

Closest prior art is D1 . 

D1 emphasizes the significant formulation and bulk handling advantages of pharma- 
ceutical^ acceptable salts of 5-[4-[2-(N-methyl-N-(2-pyridyl)amino)ethoxy]benzyl]thia- 
zolidine-2,4-dione (which was demonstrated in ex. 1 and also ex. 2 of D1). Polymor- 
phism of pharmaceutical^ useful substances is a phenomenon which is well known in 
the art. 

To solve the problem underlying the present case a person skilled in the art simply had 
to vary the preparation procedure described in examples 1 and 2 of D1 in order to ar- 
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rive at a different crystalline modification of this known compound. 

As it is already known from D1 that salts of 5-[4-[2-(N-methyl-N-(2-pyridyl)amino)etho- 
xy]benzyl]thiazolidine-2,4-dione show formulation and bulk handling properties which 
are superior to those of 5-[4-[2-(N-methyl-N-(2-pyridyl)amino)ethoxy]benzyl]thiazoli- 
dine-2,4-dione itself and polymorphism of this kind of substances is also known in the 
art (vide supra), an inventive activity was not necessary to solve the problem underlying 
the present case. 

As the applicant has not demonstrated an unexpected effect which distinguishes the 
crystalline form of the maleate salt of 5-[4-[2-(N-methyl-N-(2-pyridyl)amino)ethoxy]-ben- 
zyl]thiazolidine-2,4-dione according to the present case further from the crystalline 
compound described in ex. 1 of D1 , an inventive step in the sense of Article 33(3) PCT 
is not acknowledged for the subject-matter of claims 1-13. 

Re Item VIII 

Certain observations on the international application 

Obviously claim 13 refers to the compound according to claim 1. This should be indica- 
ted in order to fulfill the requirements set forth in Article 6 PCT. 
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